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(57) Abstract 

A hctcnwnmatk 11 r) 

oxtzole oompound repre- 11 y fiO 

lentod ty genenl fonnuli JL fW) 

(I) of 1 phmniceiuicil^ .✓^^•^ ^ ' 

■cccpuble lall iheteof 
wherein Z icpmcott 
oxycen; one of R and 
Ri represents i gnmp 
represented fay fomiula 
(t). <wherein Rj mresentt 
lower tIkyU tmino or 
lower ilkyUmino; and 
1U Rs. tU and R? may be 
the tame or diffieitnl and 

each represents hydrogen^ i 
halogcno, lower alky I, lower 
alkoity. trifluofofnechyl. 
hydroxy or amino, provided 

that at leatf one of R4. ... 
Rs. R« and Ri is not I (&) 

hydro gen), w hile aMther ot i? * ' 

then lepiutRts opciuoi lh f 
swharifited cycktalkyi, 

an optioiutly aubaUtnted n 
heRtocTcUe mup or riA 
optionally lubeutnted aiyl; 
and Rj tcpreaents lower 
aftyl or hilogeaated lower 
aOiyL The compound or a 
phuraaceuUcaUy acceptable 
aak thereof has an 
aBtipyntitfattal|esic elliBCi 
and an anti-stflaminataiy 
effect and. in paiticular, 

aelectivcly kihibHa cyclooxyfeaaae 2 (C0X-2K Tfaos k b apeciad to be ttsefol ai an aoli-fatAammalory agent, etc.. 
whh Ihtle side effects soeh as ftttroknestiAal disorden. 



Rg-SC^N^R/ 
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Re . Ri XltRi itm-Xlt<:Mii^ti^X^<yi^^)^m^. 

llT*5o mU R4 , Ri . Rt XliRi <D^pf£< l^\i7is.mm^Vltt£ 

i7at^i/¥i'-'if-2 (COX- 2) ^sfi^wcifiiF-r ^f^ffl^wu m<t^ 
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AU t-:^h9'jr 
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BF -fA^n^^yyJ 

BG -fA^iS^r 
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CF 1»Ar7 9A*itoa 
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CI 3— ^ • 'JiTT—A^ 
CM 

CN *t>|i 
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s{ri?u<it. mmm. mmms vcmm. ^o^'o^i-^i/y^h— tf- 
2 (COX- 2) omiR^mmm^^tit^'*)'V-Jim^mm^^^m{t'^ 

tJ&5l^J:»). T7+K>filft»i^«»T*>^:/ax:^r7>-:^>E, (PGE,) . 
Zfaxirtr^yV^lt (PG I «) Xli hn >'^?+t^>B, (TXBj) f}<ifkmz 

(PGH2) ^^m^^m^lk-rtM^ i/!7air=^i/^i—if-l (COX- 
1) (COX- 2) © 2 a5l*<fil t>nTl>'5o 

COX- 1 lIo^^T^i. 1 9 8 8^^CcDNA^'a-->^^A^^Tt)n. -to- 
e)tfltit^a*©H-T'«wJ:$S|il|*<i!^^>7!»>(C^ioyi[Yokoyaiiia. C. et al. : Biochem. 
Biophys. Res. Commun.. 165: 888-894 (1989): Smith. W. L. et al. : Biochiin. 
Biophys. Acta. 1083: 1-17 (1991): DeWitt. D. L: Biochiin. Biophys. Acta. 
1083: 121-134 (1991)1 « 1 9 8 9^{wl±C OX - 1 ©T>r V1f>f A, iP 

■&COX- 2©|!?ft7i<^«$n[Holtzinan. H. J. et al. : J. Biol. Chem.. 267: 
21438-21445 (1992)1 . 1 9 9 1 ^i^l^-'I^ h . th©C0X-2© 
cDNA*<^'D-->r^n/i[Xie. W. et al. : Proc. Natl. Acad. Sci. USA. 
88: 2692-2696 (1991): Kujubu. D. A. et al. : J. Biol. Chem.. 266: 12866- 
12872 (1991): Hla. T. et al. : Proc. Natl. Acad. Sci. USA. 89: 7384-7388 
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(1992)] o C0X-2<i. *n':^-;^x::^x;^^|J'■K'-}^•J■t^v*7-f K ( 

LPS) ^-^ik^fj^izmm^ti. iftffi^ftff3t«si^i:©Haj5i<s^$n/co 
COX- Hi. j&^-r-<T0«Knr^#wireirwic?¥«EU ^mi^i^mtt 

«i|;Ltflf. »lttl|oate(c^^f|/j::/D::^^r7>i>:^ (PG) ^BKfiBS^t 
Ti^Sc ^l!-:>T. COX- fttlR*«lll/Ti>^iliiWfi£!gi4 

©PGE, ^PG I, (DPG&^a^mm^fi. wif^m<D^mmfi<^ru ^ 
ifiiin^n. -enlIJ:oT*3*»it«ll*<aJElr«l^$nT^^6cDn3tu cox 

S«E. t^7.7-u^ YnVi^^n (NS A I D) ^LTIi. «II;tlfTxe'J 

If (COX) *s»?w^rlfl*■r*t^lf^^s^W'c^>S{IfeA^A^t)^■r^ 

i^lcfBfkifW§l|©ii|f^ffl^il;Tl^/co cnii. COX^S«?e*I{cffl§l4-r-5 
t)CDCD, cox- lSCfCOX-2CDp|:^^ia#-r'5fcJ?)JCi!lf^ffl*<*l;5t^ 

li^oT. cox- l*ffl«-r<5Ci:4-<i(^^SCt4l-«F^«liai*$n5C0X 
c o <k 9 'i^SfkW WSSloBlf^ffl ofij^ ^ BII*ltLfw,ip^C0X-2 59? W 

mmmn^^ir^^mM\zr>K^xvii*ffin^ii<fi^tix\,^^c 

myi\i. W0 9 4/1 5 9 3 2^ldif8lwli, C OX- 2 IS^lWt LTf-:^-7 x 
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- iA- :^i-J\^7,J\/t-^/iy 3.-=-A') - 4- ( 4 - 7;U:fa 7 i-ZU) i'ty s. 

«»JiLli. «fM¥3-1 4 126 1 1- (A-yA'tayx.^Jl) 

-5 - [4- (/^JlXJlt^^A^) yj-^z-fVI tr7'/--»l'- 3 -*A/4-'>Bti^ 
;l,xXx;H|©tr^'/-;USI«{*3{r<. #IBBB5 7 - 1 8 3 7 6 7#>Ztfa(w|t, 2 

-;f^;u^:t-5-7i-;u-4- (3-e'j*:?^p) -i-TV-)imotr'/- 

)lfSimWiJ<. #5888 6 0 - 5 8 9 8 l^^«t:ii, 2-xf^;l/-4- ( 4 - h 
+ - 5- (3-trUi^iU) -1, 3 -f^T'/-;l'l?©f-Ty-;l.^ 

fiiJiLlf, US463293 0 ^Hjilie«irii. 5 - •> o^+i/;U- 4 - (4 - 
4I^B35 9 - 5 0 0 0 5 4#^«JIIi. 2- [4-7x-;l'-5- (3-trU 
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+ i/««-Wr-5:*-*-9-/-^l'SI»(**<M^^n. #SDB5 9 - 5 0 0 0 5 5#4^ 
«irii> 2- [4-7x-;i.-5- (3 -bf'J v^-'U) ->f iy7-;u-2->f;H 

X- 2a«»ia«n^m*W'r6eoEft{4^i&> *n*^«"r«ia«ifeE^yit> 

#M¥5 - 7 0 4 4 6#4^«CI4, N- [ 5 - v/^' O'N^i/;!/- 4 ~ (4-;^ 

ON-5^T'/'J;Px;P;h>T^ K8I«<*;&<M/T^$n. #R!¥2 - 8 3 3 7 2#4^ 
miZii. A-i/^o^^i/Ji,- 5 - 7x-;U- 2 - t -yf-A'-W' i 

wo 94/2798 0^4^S<II4^ C 0 X - 2 t l/T 2 - 7 x- 

4 -'>^^a^+'>-'i'- 5 - (4 -yf-;i/;;/p5^— /t/7x— 71/) 

nsfk-^eili, :|-+-9-7-;USI<0 4(4Ri:;5<4{Cfcl^5 4 - 7 /l^i" a 7 x-;US. 

4 - yf-;i'X/i':f»-n/7x-;ux*i/:5f|fat-r'5feoT*oT. *i6Bg©r 
^i4,\ cox- 2mmmizfsiiirijLiii&mo^mzi^i^xiu ^^umm^t^ 

{iitt-^7x-;iaE»2gtbTI4. t¥*ckt) 4 - y^;l':x;l'*-/l'7x-;US^ 
4 -y N + v/7x-A'»^©lH!l7x-4/2S*Ul^t$nT*)»}, 2a!ft7x 
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6 4 0 3 ^BQj^ll) 



TIB ( 1 ) 75M (2 1 ) {:;^-r:^-+"t^•/--'^^«?(f31^5?S 

( 1 ) -ifi:^ ( I ) 



Re 
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ST* So fflU R4 . Ri > R. XI4R7 O'ptK t ^ I -DliJicm^^Tliti 
(2) R, 



Rs'^^filRT^W^^^I/SXIiTiyXT*?). R«\ R$\ R.'SCFRt' 



( 3 ) R , 



i^fp, R3"*^'y^/USXI4T = yST*t)s R»"3!><:7>y5glI^TfeO. R." 
(4) R, 7&< 




II 
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(5) Ri"iJ^TiJ^X^^±IS, (4) Eii(D;J-*-9-/-;U3^fi3(l?Si^3?§fle 

(7) R*<i/^o^:t^i/;i.SXI4 4 -:7;l/:*-o7x-;l'S'C*0, Ri AM-T 
i J :x.flt^:Lfi- Z^y 3.=.A^^^ 4 -T i y 3. 5 - 

n7x-;i/S. 3 -7;UtD- 4 -yf-;l/X;l/t^-iP7x — ;l/SXIi3, 
5 - y7;P:it-D - 4 - y f'/l'X;l'4t-;P7x-A'S'CfeS±IB (4) ia«CD:t+ 

(8) 4 -'>i^a^:^^i/;l/- 5- ( 3 - ^^l/^fa - 4 - y f-^t/;^;U*->»l/7 x- 
' 5- (4 -T $ y X;l/J^-;^- 3 -7;i^D7x-;l') - 4 -•>^a/^:t^->;l/ 

5- (4 y 3. 5 -•:^7;U:i-o7x-;l/) -A-i/i^a^ 
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4 _S//rD^4^->;U- 5 - (3. 5 - >>7;P^a - 4 - J'f-^U::^^!/^^— x 
5- (4 -T S y 3 -7;l/:tD7x— A*) - 4- (4-7->U:i-n 

(9) TE-teit; (XD 



(1 0) R,"j&-«3 -:7;t.:i-D7x-;H^X(*3, 5 - >>7;1/:1-d7 x-;UST 
R"*<i/^'n'\+i/;l/SXIi4 -7;U:tD7x^;UST«>-5±E (9) IB 

(11) TE-lKi^ (IV") 



(^«*'. R,"scfR"ii'en'?n±E (9) (cae^ri^u) -ca^^^n^^rh 




[5tt. Ri"{i 
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(13) TIB-IK:^ (IV") 



(^ttJ. R,\ R«\ R,\ R,'Sc;R,'li±E (2) irlB®tl^b) X^t>^ 

n-ssT**] -es^^^nsy hyf-u>ffc^«jo 

(14) R'"*«i/^o^4^i/;H&TfeO. Ri'"AM -T^ y 3 
3 -7;U:tD - 4 - j'f-;UX;l/:}-x::i;l'7x-;I/SXIi3. 5 -i^7;l:l-o- 4 - 

(1 5) TH-lB!!^ (V) 



O 





o 




(V) 
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(16) R3!r{'>^aT;l/^;H&T*0. Ri *<(KfilT;U4^;H|-C*5±l2 (15) 
(1 7) TE-tt^^; (XVIID 



(it*. R/'SCfR'-Ji-etl-etliK (9) <rEiat^b-C**). ZRCfRj 

ii±ia (1) ciaKiri^i;) -vrntf^tii^Ti Kft^njo 

(18) R,"*<3 -:7;^:^^:7x-;^sx«3, 

T;b^;iSTfe5±S (17) lEiKOT ^ K{k^«Jo 

(19) BII±llFSU?l5fiftSCf±E (1) I2|jc©^+U-'/-^U^1S^?5i^^ 
(2 0) EII±W=^L»$ffl«:SCf±E (1) ^WLOt^^'Z-mtim^i^m 

(2 1) gll±^§U#S!afr&Cf±E (1) i2e©:l-+-9-7~;l';^S^3S^35 

;U+;H6^]gi*L. m(tfi«j(il4y ^;H6. x^;bS. :/Dhr;U£, 'fy::^Dtr;u 
:/f-;HI, >C7rf-;i/2l. s e c t er t -:r^;u2lT*>^o 
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So BiLHt/^fUT urn. V i'f-iiyumr^hio 

i/il^:K«*U a«:Wic{4y h^^i/S. xh+i/x. :/D;K+i/S. ^y:/a;f: 

+ :/h + i/2&, >f V3^h4^i/I6. s e c h t e r t + 
^A'^J^yyS. tf^7i^x;H|, e^'JC^^US, l:f7x;H|, ^:rh-7x;H|, 

e>;>»n.s, -^^-/^xxym, ^>'/7vx;i.$, ^r^K-^m. 4. 5, 6. 

7-r h7t KD>r> K-;H£, 4. 5. 6, 7 -x h 7 t Ka07^xx;u 
26. 4. 5. 6, 7-xh7b Ko^>'/75-;l'S^-C*5o Jff*L<l4f'x 
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E-CfeoT. #^C«IIR$tl5fe©Tll4H^o att:W{Cl4y^;l'S, xf^;UX, 
D v:/D tr;Hg, t e r t -y^;u«^©ffi8iT;i'+;m ; 

xf^;uf^;MI, 'fay^A'i'tm. zTtJU-t^. v:r^;Uf-:i-$^©T/U+;i 

h4^i/*;l'5Kx;HE, x h + i/*;l.^x;|/2&, yn.-}J+i/3!7;l/;J-:x;Hm©T;U 

x^>;^;U;hx;l/3|ISF©T4.+^l':^-'l"t^->'HS ; T ^ y ;^;U;nx;UJ6 ; i/i^a^ 
yf-Jim. i/9u^^i/)Vl^moi/^u7 )l^A^m 7xx;|/S ; T-t hT i K 
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f-;u;^;u*-;t/7x-;us, T ^ y :;;;Pt^-;i/7 x-;Hll^s J¥*t<{i7x- 

n^4^i/;HE, 4 -7-a/:fo7x-;U$, 5 - ^ d af^xx;US-C^*)> 



(^'i', R, . R4 . Rs , R. &t;R7 «|iriB©i:fc*)T*5) T^^n^S 
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;t/:7x-;t/*, 4 -T $ y 3. 5 - y^/i/^J-o^ ;u3ix 

l>m. hf'Ji?>l|[, trauma. i^i^^o^+i/^l/Ti >ig, N. N* -'J^ 

^ifeBB^b'&ttii, <i$(:ffn^ccox-2StR«ni«f^ffl*wu mitmmmm 

^fl. 3cS«l. »fiF«l> ^<tm. j^^m. 

jw, -H-ftsu, t&mm. mwMs mmnmm. <:<om<o^isim. :&»ft<j{ri±7Kx *i 

ru-to-^ h UT-bx- h-b*7f->> ^^'h-X^ x>y>l|©J; 
ijzf-bJim. ho-f-sil, xT'/-;Uffl, xij+i/;uffl. SiB^fl, ?L^W, i/n-y 

iKlCD^O. l^lOOOmg, #l-ling — 30 0 m g ^rS^-T 5©*^^? * 
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(T) 

W/Nny>J[g^, X{i*Sft^^L<l±'e®T;l:«7'J^K^«<*^«*U R. R., 
R, Sc;Zli1tiiEO4:^'0-C*§] 

fk^^Kl (IV) tt. -fb-^'K (II) tffi^Xli^r^^'t'A^o^lgcDflslET, fb 
(111)^1, h^i/x^>, i^^^-^y^ x-x;U. xh^tKn 
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(Xg2) 

it^^ (V) li. it^^ (IV) *Egftil»©?^|ETJlft»»!«^Tg£&$-li:-5 
i}\ X\tmWf7yifymom^UtET. R« COOH R, (ii5^o^:fc 

(Xg3) 

fk^tt (I) \U Yb^tt (V) *ft«T>*-'i7A. 4^g|T>^-'i7A#ofi 
COSlClwfcl^T. RXliR. *"^35F§SgS^?8CD«^. 4<4©Ri:5^©R. *^ 

atu L tzm\^m<T § 4 c t 

(Xg4) (X, *^7lcil$©«^) 
C©XgRc;xg6. Xg7li, R, (iWx.tfyf^^l'S) «-te©R2 (R,\ 

Xi *<7KaX©«-^, ffc^«& (VI) li, fb^a (V) ^KK^'J't^A. TKiKfb 

tZ^X\ fb^ft) (VI) liTE©Xg5-Cfe^BScT'^io 
-(Xg5) (X, *«/^^y>®^X«7kllll©»^) 

fb-&% (VI) li, it^m (IV) ifimxiiN-:/nA:^i'i/>^ $ 

©/Nny>ft«i!SFSET. ftS, I. 2 - h + i/x^^ >^:t-+-9->. x— r 
;k xh5tKD7-7>. mfby^u>> A:>t*>XI4h/i'XVi|©:Fffi14SiS| 
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FCT/JF9S/0260Q 



it'tm (v')(i, ^»o:j?ftireieoT<t^«sj (vo tit^^ (vid t^sts 
*VNoy>iiT-cfe5Yfc-^«b (VID XliX, *<^^Dy>I^^T*6ffc^«^ 

(VI) tX,'/f<*®«T*Srt^ei (VID ^l^'Ji^>4». X{ih'Jxf-/UTi 
T^So X, 35<^Noy>iig^^T*6«^. :^;i/^'>Sfb^«& (viD oft 



R4 



(Xg6) 



(Xg7) 
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^ (H) Xli (IID^fflt^TYk^'Bl CIV) *»«ftt)0{i. 

R4 

R5> 




R7 

Re 

R4, Ri, Ri &c;Rt lilfriBOirfcOT*^) i^tZlt^^ (ID 
tiZjz-^Xit^f&i (IV) *»Tt)J:l>U «'5l>(ic:oj:-5ncffl56I^?* (IDS 

(IID *ffl^^Txsl7^lMxs7(r^^or«t^^•&'ftl (i) xi4 (djis* 
tt■r'5lf:^^^^--^^^t3^+1^•/-Mfc'&lSI (xiii) ^-^f/cs^, xsi 5twimz 

LXi^Jin-^^JlitT^ZtiZj^-yX^mit^^ (I) XI4 (r)€-»Tfe J:l^o 

TiB«l^n/c7x-;HI^WrSYfc^'a*^S®«'&l4. R. X{±R, 

h + i/x;i/:f.-;i/7x-;i.ST*5n:-&ei (X) ir-^. TI£©ri:§Xg8& 
c;xg9Ct«9Ct{Cj;-,Tt><b^'a (IV) ^^^tiZ.tf}<X^^o 

Re- -X 

(vni) o O 

9 (X) (iv) 

Rg^^X- 
(IX) 

[st^*. R. st;R, ©-:^ii4^ 



1 8 
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(^^s R4 > R. , Ri RCfRi li|1[ifiOtfcOT*^) T^SnS^f h^i/ 
$nTfeJ:i^|g3RSiSXI±««$nTfecki>T«J-;l/$-C*0, R. Ri ^ XR 
(Xg8) 

it%^ (X) •fk^'te (VIII) ^Ifit^t&i (IX) Xgi ti^«n:-r 

(Xg9) 

4<4{rwrs7x-;i/ST*5«^. 'ft'&ib (IV) li. ft^ih (X) ^tr';>>> 

-;U^'n5>r KXJi:t+if •J-'U^'n^-f K^H^-MTTglS^-arSo i^Jt^T. 

cD^fi!c«&«-4>«icD:;^j£(cee^TT wifc^t < iiT;u4^;i'T ^ y fk, xiiT;u^ 

h7tKa77>, x-f-;K h^l^x^N ^^'■tf^, iafl:>f-U>. 

T;l'+A'{fcf<S«'&Jis J. Or g. Ch em. . 5 6:4 9 7 4 - 
4 9 7 6 ( 1 9 9 1 ) E«©:l?ft(r<k-DT^fi!c"rSC:t*<T#6o 
lEH^ -fk'&«Sl (I) JiTIEXgl 0 7!fMXS1 5 C^-Ti^ ^i:^&Tfe^B£T' 

1 9 
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Re 



(^•t*, R« > R. s R, Sc;R, lilirifiCDi: -5) -e^^tl-S 3^ x-;u 

VNTU-A'ISTfet). R> R, , R2 . X> X' Sc;Z«iiri$©i:*> OT*^] 
(Xg 10) 

2 0 
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vV'^u (0) i8**Xli3'i^fk»-tBllO«a^lIflxTi,ki>o 
(Xg 11) 

it^^ (XI) li, fk^lb (IV')tt Kd + ->;PT^ 
(XSl 2) 

(XIDJi, {t^«[| (XI) ^tSiimm. ^{tT-tri-Jim(DT'yjl{tM(DW 
(Igl 3) 
(Xg 1 4 ) 

z<Dxmii<t^^ (xo 7&>t)-xgT-n:^«o (xni) ^-^sEf -sigt'&o. 

<t^^ (XIII) {i, Indian J. Che m. .203:322-323 ( 
19 8 1) E«©:^j*HJ:0^^'ai (XI) tfta^n7>f K^tO^^l^^f^^S^ n 

(XI) tmA^mm^mW:S.it^-\t6zt\z^'yx<t^^ (xiio ^-^fiST^ 

(Xg 1 5 ) 

it't^ (1)11. it'^^ 0i\U)i:i7ovX)ltr^mmO9oaXJlt^::.Jlim 

2 1 
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+;bTi yfl:©gi£:«. J:*>E«^d5iw{±> 7>*-T*^t < «T;i/4';i/T $ > 

't'AffiffSTJr, f-h7tKo7 7>, x-x;k -^v-lfy, fifty 

♦)3Sfiic-r'5c:i:*<T#-5o T;i.+;u;;;t/;^-;Uft1-S«^li. J. Org. 
Chem. . 56:4974-4976 (1991) ^WLO^jmiZ^-^X^mt 

fb^ei (II) SCf (III)*ffiV^T<k^«I (IV) XSl i;!;MXSl 4 

(rtiiS-^T:*-+-9-7-;l{k^tti (I) ^^TfeJ:v>o co^^ii. xgi 5li:ps 



ttz. Xgl 5Tffll>Sfl;^ei (XIII) l±Ti20iS8Tfc^fie^«6T*So 




(JCtf", R' , R,\ R, SyZliffFJEOtteOTfeS) 
(Xgl 6) 

ffc'^'BD (V") II, Xg2i:^«iCtTft^<Kl (IV )^Hft«»©l?FaTirl^ 
»»a«J'-CSl&$ii-**N, Xim^-^^-ff^mo^^^ttT. R» COOH (^ 
^t". R, «|iriB®fc*»0T*5) <r*tl&-r<5ft», :/ae:i->K, ifE§»^© 

(Xg 17) 

2 2 
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<b^% (Xni) li. XgSiKSJrLT/k^tt (V) *i^»T ^^--t^A. 

©R- i:5tt©R,'*<i£<EL/cJim(**<T#5Ct*<*S„ 
Sti. fb^ej ( I ) {4TE©Xg 1 875MXg2 1 IC:g^-ri ■5^j::J^ftTfe^B!Q 




(^'1'. X, ^i^^Dy>li^^Tfel9. R. R, . R' , R,\ Rj RC^ZIiltj^E 
©t*JOT*S) 
(Xg 1 8 ) 

<t^^ (XV) {4. it^^ (XIV)^xh7t Kn7 7 V. h;ux>. BlfKxf-;!. 

2 3 
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(Xg 1 9 ) 

<t^f& (XVI I) li. -ffc^tt (XV) *xh7t Ka 7 7 T4?h-h'J;k 1^ 
a^hUx^;UTi>, e«Ji;>, KII^ U -I^A^OSUcDfi^ftT. fb^lS (XVO 
§-5o fk-^tt (XVII) liChem. Ber., l02:883-898( 

1 9 6 9) s,n(DumizX'^xk>^mtiztij<r^io 

(Xg 2 0 ) 

rt^'a (XVIII)li. <k^tt (XVII) ^xh^tKa^^^, >>:t-+if>. igfl: 

®»-c«igr xii tr «; >sc;ft»0#ftTTJnf»-r ^ c t n cj: -^fiSc-r 

(Xg2 1) 

<t^^ (I) li, Yk^tt (XVI!I)*^'no+.;UA, iSHt^ f-Uy^(DMWtmm 

ttz. <t^^ (I) li. fk-^tt (XVin)*>^TE©Xg2 2 75MXg2 3©S 
'(Xg2 2) 

<k^ei (XIII) \i. <t^^ m\i)immwi^x\tmmm^r. mumx^t 

2 4 
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(Xg 2 3) 

<t^^ ( I ) u> it-^no (XIII) *ra©xg 1 5 tmrno^jm-vKm^^z 

•S^k'&eiOft^^OJlRSyR, ^Wf 5^fc-&®*fflV^T, Xgl 87!FMXg2 0 
J:V>o CCD«'&liXg2 3{t:f:ST*5o 

mmmi 

5- (2 -:J^ao- 4 -yf-^l/X/Ui-*— /U^x— yP) - 4 - ^ o^+>';^- 
2 - ^ (D ; R = S/^D^^ R, =2-i7aa- 

Xgl) A- :^^Jl7.)lt>^)l^yi>Jl u^^^i/ ;i,*r h > 

(IV) ; R = i/^^o^^i/A, R, =2-i7aa - A - ;ff-Jl'XJl^t^^)i'y 
i-;l/) 




r h7+;^h'j7x-;U;h;;^7^ (1. 2 9 g) SC;ffii&5K (2. 

1 9 g) Ol. 2--:^y h + i/x^> (10ml) S??S{li/^a^+U->*;U;}-' 
-;l'^'D-7'l' K (3. 60g)©l. 2 -i^y h + i/i^V ( I Om 1) igffi^ 

2 5 
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PCT/JP95A)2600 



JlXJUt^sLjl^Ui^JVira-?^ V* (.9. 4 0g)Ol, 2 - h + i/x^ > ( 

2 0ml) mm^yp^< Dtmrbtz'^. ^^it^uvz^mmwLtzo 

0 0ml) *inii> 1 Niae. »c^^■cl&»fiw*RcflallI«^*T^ife^L, js* 

^I/^JBIX., ^WU/ca(*:€-«JR"r<5c:i:JwJ:|3efeH*fco^lifk-^^ (3. 47 
g) «-»/io 

Xg5) 2-yo^-2- ( 2 - ^on- 4 4.7xx;u) - 

1 -i/i^ay^:^':/ji- 1 -xjry > (vi) ; r = .^^^ n^^c^^i,^ R, =2 




±EXgl ) •CJie>n/cfb'&ei (3. 4 0 g) (D^y-ify (20ml) mBiZ, 
^}%mWT. (I. 7 3 g) o^>-lf> (2 Om 1 ) »?B[-&«TL/c^, 1 

^tzztrmmit^^ (4 . 2 0 g) ^if/co 

+ i/;U-2-:f4^VX^;l. T-trx-h (V ) ; R = i/^^ d^^->;U, R, 
= 2-:J'nn-4-yf-;P:X;l;f.x;i,7*x;K R,'=yf-;K Z=e3S^I^i^) 




2 6 
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±iaXg5) Tif^n/cfk^ftl (4. 2 0 g) llftil-fh'JOA (1. 0 6g) 
«£«L/io »i«*a*1-'5Ci:T«)Bn;'^<»oatdEtt (3. 8 5 g) *?»/Co 

xg7) 5- (2-^^00- 4 -yf';i/::^^j^--n/7*-;i') -4-^/^oa. 
+ i/;i/-2-yf-^i/:<-+-9--/~;u (I') ; R = >i^n^+i/;K Ri = 2- 




so^ 



(187) 




MeSO^ 

±SXg6) T^^.n/c/t'&tt (3. 8 5g) fcffjFilT>*-»!7A (2. 0 8 
g) CDi^H (4 Oml) ^»[^5^fa2lDl%iSiiicL/c^. ^aE^^ES^Ufco ^ 

5 g, IR^5 3 96) *?f/co 
^£fi«^2 

5- (4 -T i y ;^;U5h— -H'- 3 -7;U:tD7x-;l/) - 4 -v/^'D^^^^i/;!/ 
- 2 (St: ( I) ; R = i/^D^+v/;k Ri =4 -Ti y 
3 -7;l/:i-D7x-;k Rs =yf';k Z=ll*li^?-) ©#fi!c 

ISl 0) v/^o^+ix;l/ 3 -7;U:fDO:;;i.^ h> (it (IV) : R' = 
i/^D/\+i/;l., R,' = 3 -7^U:t-D7x-;l/) 

F 



(ISIO) 
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7. 98g)01, 2-i^;t h^i/s.^y oml) f&mzi/i;n^^^yt 
)\,if.z.)\,^^7^ K (2 0. 0 0 g) O U 2-2^y h^i/:L^y (5 Om 1 ) 

^i^yPT/ov^f K (2 8. 0 0 g)cOl, 2-i;y h + S/x^> (1 0 0ml) 
;K 2 0 Om 1 ) ^liD;t. 1 N^Wi. 2>:l^TteMW*Sc;iafIIit^*Tft^L, 

h 'J -t? L/co sjK^si^. lAikom^m (29. 2 0 g > 




1 0 ) T-^fiJctYcfk^tt (2 9. 2 0 g) OftK ( 3 0 0 m 1 ) 

mwmm (7 oog)*tin;i. 1. B^fsnjamsmbtz'^. mm^^EE 

C tCJ:0tt1^«SF©SSffc-&% (18. 3 0 g> JR$5 0«) ^mtco 

XSl 7) 4 -i/^n^^i/;i,- 5 - ( 3 - 7;i/*o 7 xx;l) ~2-/^Jl 
t^V-/-JV (^aill) :R' =i/^a^+i//l., R = 3 - 7;U:*-d 7 xx 

2 8 
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±iexsi 6) r^f>ntz{t^^ (is. o o «) tw^mr^^cL^A ( 1 5. 
0 og) (Dmm (1 0 omi) f^fst^^mmiiams^Ltz'^, mm^mm^^b 

fiStt (1 7. 2 0g) ^-fl/co 

isi 5) 5- (4 -T^ y x/w.t»-;u- 3 -:7;^:^a7x-;^) 




±i2Xgl 7) T?#t>nfc{k'&tt (17. 0 0 g) (oyuut^jiu (8 0ml) 
»«(i*?#ffll*T. ^oD;^;Ut^>a (2 7m 1 ) ^»TL^c^. 1 0 O'CTS 
NFHJnffcU/io ^fiC?^^'^. SiKSFffi*** (3 0 0ml) (i8H$Lni:;&^ 

L/Co Sj«^«ES*U fiifiSei (2 0. 3 1 g) ^ntzo 

ni^tit:.it^^ (1 0. 00 g) ©xh-7tKD7-7> (40ml) 
S«irgfi«ffT. 2 8 9({T> t-TTk^lniil. ^iaTl^ffl«?$L/Co 

2 9 



W096/194iS3 



PCT/JP95/02600 



iZ^ *)Sg^k#e> ( 5 . 7 4 HZ^ 6 1 9<) *^fco 

llifi«>I2 0{k'&« (S^ ( I ) : R = ->^'o^+$/;K R, = 4 -T 5 y ;^;l.t» 
•5 Trifle L;to 

XSl 1) i/i^D/\^i/;l, 3 -7/l:*-n^>i;;U'»r h > A (i^ (XI): 

R' =i/^D^+i/;K R," = 3 -7;l/:i-a7x-;l/) 




( 1 3 0 0ml) i^mzt }fa^i/Ari > • ign^a ( 1 2 3 g) tmmi- h y 

(1 5 8 g) *ira^. 2^fflflD»iai«L/:Si^ »tt^aES*L/io BlS'ttl 

^^BtZZtiZ^t)^m<t^& (1 6 0 g. iR$4 2 9«) ^#A:o 

Xgl 4) 4 - >!7a^^i/J\,-B - ( 3 - 7>>^:^^ 7 x-;U) -2-yf-A' 
^l-^-tf-Z-^l/ (^ (X[II) : R' =i/^D^+i/;l., R,' = 3-7;l:t-D7xr: 

;k Ri =yf-;K z=ttlim^) 




3 0 
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±EXg 1 1 ) T#^n/i^b^«! ( 1 5 8 g) OftSe (9 0 0ml) 

ss«ffT. mn^m (9 5ml) ^mrbtint. 7^iBiiiDEa«EL/c. 

"Kl (1 1 9g) 

i>ci^-c, »^>n/i<k^«b (1 1 9g) ^±mmmm2oxmi 5) iri^^jig 

f5-r*Ci{IJ;t), ^ifi««12©fk'&lil (S^ (I) ; R = i/^D^+i/;k R, = 

- 2 -^f-;^:^+'9•'/-;^ (^ ( I ) : R = i^^n^+->;K Ri =3-7;l/:i- 
D- 4 -y5^;i/^;i/;i-.-;i/7x-;K R2 =yf-;l^. Z=e!3J?l^^) o^sK 

Xgl 5) A-i^i;a^^i/jl-^- iZ-yJlyto - i- /^jVXJlt^:=.Jl 
7i-;l') - 2 -yf-^l^rt+if-/-;!/ (iC ( I) : R = i/^D/\4^i/;k R, = 
3 -7;i/:tn- 4 -yf-;u;^7U;h-;i7x-;K Rj =p'f-/k Z=i^f^ll-?) 




±iail»fim2©Xgl 7) T#e»nfcfl:^a (17. 0 0 g) O^aat^JlA 
(8 0ml) »«?lC^fc?^«^T. i7ua7.)lt^ym C2 7m\) ^mTLfz^. 

1 0 o'CTzw^m^Ltzc m&izi^nm. sis^^jk*** (3 o om i ) (ca 
WLfii}^<^mTbfzo ^i&m^^mbfzm. «aft^i£*-e«fe^u m^KVimi-h 

'J't^A-ClSiSl.fco ^««-«E§*ts a^figft (2 0. 3 1 g) *?»/co 
2^^^^-^ ^ii>tltzit^^ (3. 8 6g) CtK (2 5ml) «-fin;t. ^Sai^T> 

3 1 
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mmwti- h y ( 1 . 4 2 g) . }k\^>T^mn^m-t- h u a < i . s 9 g) ^ 

(2. 2 0 g) *|in^> 1 0 0'CT2NfiaiJDl»L:rco 

2 : 1) T^-IKmiilt- SCtJCjcOSjgfb^ei (0. 8 2 g, iR^ 



3 2 
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li 
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-7;i/:ro:7x-;i.) - 2 -yf-;u:f+-9-7-;u ( 1 . lOg) t^uuxjit^ 

>a (1. 6ml) ©^Dn:};A/A (2ml) SjR^ 9 0 "CT 2 ^IIIflnf»tSI$ L 

3 -7;u:i-o7x— ;!/) -4- (4 -7;u:to7x— ;i/) -2-^f-;U:t-+ 
if7-;l.©a^fi!c«) ( 1 , 0 6 g) *?#yio 

»CJr. ZOtk^m^ (1. 0 6 g) cr>7-Yyhh*ay^y (6ml) gjStC 2 
8«T>*-7*(0. 6m 1) «-tlDX.. Sfi-e2I^K«!$t/Co COSlSjffi^ 

SI&^5CtllJ:0ai«tt (9 8 Img) ^?#/Co C©fi4fi5t«8^ 
x^y-;U7!)>b||ifea-r5Ci:CJ:?)M{k^«I ( 6 2 9 mg. JR^4 4 9<) ^ 



3 5 



HVO 96/19463 



PCr/JP95rtJ2600 



1 


« tii (ft « 


MS 








a 


I? 
X 

^ 00 

^ S S 5 

vf jj 




in 




o o 

X 


i 
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Xgl8) 4-i'^'D^:^S/;^-2-yf•;^-5-:!^+1^Va> (XV) : 
R- =i/^n^+->;k R, =yf-;l.) 



a-T $ y 7x-;^ftg|*^^>^ftI©^te(Collect. Czeck. Chcm. Commun.. 31: 
4563 (1966)]<rtJe-5T-&tfc$n/cDL-N-T-bf-;l'- 2 
U> il 0. 0 0 g) ©Hpftxf-A' (50ml) SSffid h 'J xf-;uy $ > ( 8 . 
3 9ml) *llD^> a^^tT. i^nD^axf-;u (5. 2 8ml) ^WTL/Co *: 
?&TTlNFffl8H^U^^, ( I 5 Om 1) ^fln^, TKSCftefD^fflTK 

(9. 8 6g) ^mio 

Xgl 9) 4 - i/i'a/s^i/yl.- 4 - ( 3 - 74/:i-n^>-/-f ;l) -2-^^ 
;U- 5 -:i-+1fVo> (i^ (XVII) : R' = i/^' a^^^^i/;^ R,' = 3-7;i'+ 
d7x-;k R, =yf^;K Z=fil5ftlSi^) 



Ja^bvy:^^/';;^ (3. 5 6g) ©rh7tKD77> (2 0ml) SSffitr, 





wo 96/19463 



PCT/JP95/D2600 



±EXgl 8) Tff (9.8 6 g) ©xh7t Kn7v> ( 1 5m 

1 ) mm^ta^. }f^\>^V^HtmWT. h 'j xf-;PT ^ > ( 9 . 4 9ml) ^ta^. 
IS^mmWbfzo cnC3 -7;U:i-o^y'/>f yU^^D^-f K (4. 5 5ml) 

^Srt^'B) (11.6 9g) *»/co 

Xg2 0) 2 -N-T-lrf-;l/T i y - 2 -i/^'D^^lr->;l- 3' -7;I/:*-dt 
-b h^xy > (^C (XVm) ; R' ='>^a^^i/;U, R,' = 3 -7/U:f n7x- 

;k Ri =>5^;k z=K*il^) 



±EXgl 9) Tflbn^fk^tt ( 5 2 7mg) ©xh^t Ka:?^^ (3. 
5ml) mmz 1 NiSa ( O . a 5 m l ) ^Ua^. SST-C 1 L/c^, 

(4 0 4mg, IR$8 4%) ^mzo n-^Zf^^yir^i^m&^Bi'^ZtiZ^t), 

».^i 1 6-1 1 7roefefea75><»'j>n/io 

XS2 1 ) 5 - (4 -T i J XJlt^si-Jl- i-yJVtay x^jl) -A-i/^ 
a/\4^i/;U- 2 -yf-;U:j-+1J-V-;U (JC; ( I) ; R = > ^ o^4^'>;K R, = 





O 



(182 1) 



H2NSO2 



F 
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±iaxg2 0) T^httlfz^t^^ (2 0 Omg) <Di^ o nt.jlA (2ml) » 
tttc, *^&«^T^ ^va^/Ut^ym (0. 3 4 ml) irtayL. M(C 5 ^IBItoSHi 

a2feu/co a t--rt/ATf&fiu ^*c7k{ciiD;t/c»> mmm^^mLtzo 

«Ea*-r5Ci:(rJ:»)atffi« (1 8 Img) *^f/co 

^^tlt^it^^ (1 6 9mg) ©xh7t Ko75> (2ml) S« 
{I. ^Sa^T. 2 8«T>*-T*(0. ImD^ftlil, S O^fRmWLtZo 

S!'rsct<lJ:?)M<fc#ei (1 2 6mg. iR^5 5«) ^^f/co 
Iltfi0)|2"' 

^IliW 2 O/b-^ej (^ ( I ) ; R^i/^'oAv+i^;^ R, = 4 -T ^ / 
^4/-3-7;l.:t-o7x-;k R, =yf-4/. Z=II5(51S^) ^SiI©^fi!?j*Cti!^ 

Xg2 2) 4 -i/^o^+i^;!/- 5 - ( 3 - ^^P^fa 7 x-n^) -2-yf-;l' 
(^ (Xni) :R' ^ i7 v^di^i/Jl, R = 3 - o 7 x- 

;k Ri =yf^;i') 




±fRmmm(Dxm2o) -cm^^tittit^^ (i 4 img) ©js^f^a (2m n 
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